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4. 13 (6H, m) , 3. 83 (3H, s) , 4. 10 (2H, q, J = 7. 
OHz, 10. 3Hz), 4. 81 ( 1 H, m) , 7. 25 (1H, m) , 8. 
13 (1H, d, J = l 3. 8Hz) 
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4] - 5 --f ;!/} -2, 5-S?7;i/3i-a^>l/'f^-3-^ h*f]7 

^yi^_|s (7 4 Omg, 1. 3 4mmo 1) . h;i/X> (14. 8ml) , 3 
N-#SMfc*y*.k (2. 23ml, 5eq) ffy^T^^- 
9^B$F(TBAB, 8m«).«:»iDU 5 0 ^CiCT 4 l*|B«#bfc. 55 £ 
3N-*IfllAU S-k (2. 23ml, 5eq) 5 0XiCT2iOT 
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nDWl/V^;-^=9 5/5) tC#U 75*5/a>^fc*fc«C«E 
W^bfeo ^SW^Ml^^ (1. 5ml) tc»»«, <\*-*y (15ml) £ 

fftfi|J:lT4 10mg (6 1%) &#fco 
[0 10 1] 

1 H-NMR(2 7 0MHz, CDClg) i.WftCT^JfcbfcWHfr&tt© 1 !! 
- N M R X * * h ;i/ JC— St. 

MASS : ««6ET*jabfc»f&*«fc--* (m/e = 5 0 6 ; FABMS) 

o 
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H%«15 : x*;u 4- (7- (s) -fg-^ h^ft^-^y^-s- 

yf^p [2. 4] /\7h-5— jjjy} -2. 5-s;7> ^n^>^>f^7-fe 

[0 10 3] 
[flS 3 3 ] 




[0 10 4] 

X^;i/ 2, 4, 5-hU7WD'<>^Wf-h (3. 00g, 12 
. 1 9mmo 1) > 7-feh-bU;V (6 0ml) , h'JXf;i/7?> (3.4m 
1, 2. Oeq) 7- (S) - [!HiK7b*i/*^^r?;] 

_ [2. 4] (3. llg, 1. 2eq) &*iHU 4 
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gomi) &an*.T4 ovKxtiamm** * (3 omi x 2®) Kxmmmz 

3c-V-y (6 0ml) S*iDU 2 5t5Ct lBMBUlJPtfe. tfffitt&iMlU & 

wmtt&mzwLn&mMit^xs. io s 05%) 

[0 10 5] 

1 H -NMR (2 7 0MHz, C D C 1 3) 6 : 0. 64-0. 9 4 (4 H, m) 

1. 27 (3H, t, J = 7. OHz) , 1. 45 (9H, a) , 3. 24- 
3. 9 1 (5H, m) , 3. 8 5 (3 H, s) , 3. 8 8 (2H, s) , 4. 2 
1 (2H, q, J.= 7. OHz, 14. 3Hz), 6. 27 ( 1 H, dd, J = 
7. OHz, 14. OHz), 7. 57 (1H, dd, J = 7. OHz, 14. 
OHz) 

MASS:m/e = 4 3 9 (EIMS) 
[0 10 6] 

mums : x^;u 3-[(iR. 2S)-2- 7^tn-i-^n^W 

5yl _ 2 ,[ 4 - (7- (S) -m^M-7V*i/*)\<tf-fr T$J-5-T*?X 
gP jZ. 4] /\^h-5-^;M -2, 5-g7J/tD^> ^^l7»'^ 
-h 

[0 10 7] 

[ft 3-4 ] 





3 0 



tfilE# 2003-3047811 




#2 00 2-142383 



[0 10 8] 

X^;b 4- {7- (S) -*H»^h*f*MK^7§;-5.-7f^li 

n [2. 4] /\y b- 5 -AM -2, 5-i;7^D^^^rtf-b ( 

1. 0 0 g, 2. 29mmol) £, (2. 16ml, 1 0 e q) , # 

*h¥g?X^;i/ (3. 7 9ml, 10eq)l:M, 1 3 0*CICT 3 B#[S&# 

bfco ss&&»E@:feu jsTOch-n/x^ (lomi) *nfLX$m 

Lfe (20) . ^M^nmm^Y^y (3 0ml) , h'JXW^ (0 
. 38ml, 1. 2eq), ( 1 R, 2 S) - 2 -7^n V 9 U ?U 5 
>• p-h;bX>^;i/*>l!S (5 64mg, 1. 0eq)£»U 2 5 °C fC 
t3 0»lfe. ^WI** (2 0ml) , MW7.K (10ml, N a H C O 

o, i. og) Kxmwistc. mmmzmm-f'hvv&xi&M^ mmzn&m 

Sf^x^;i/=2/l) lc#U 75^J/a>^W=^ »jK&«£E«*L/ 
T, #Hfls^*S:«ll6IiI*i:b"r8 7 Omg (7 3%) 

[0 10 9] 

%-NMR (2 7 0MHz, C D C 1 3 ) 5 : 0. 6 9 - 1. 5 0 (6H, m) 
, 1. 14 (3H, t, J.= 7. 0Hz) , 1. 39 (9H, s), 3. 16- 
4. 00 (6H, m), 4. 12 (2H, q. J = 7. 0Hz, 14. 0Hz) 
, 4. 82 (1H, m) , 6. 14 (1H, dd, J-7. 0Hz, 14. OH 
z), 7. 15 (1H, dd, J = 7. 0Hz, 14. 0Hz), 8. 10 (1 
H, d, J = 1 3. 5 Hz) 
MASS:m/e=524 (FABMS) 
[0 110] 

MteWI : 7- (7- (S) -®^m-fY*is*Ki£-)\'7^J-S-7V* id 

n T2. 4] /\^h- 5->f;i/) - 6 -yjMru- i - [2- (s ) -yfrtfu 
- 1 - ( R ) -jA^p^pg>] -l. 4-ybKn-4-tm;'J>-3 

[0111] 



3 1 
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MS 3 5 ] 



F YrT c ° 2Et 




C0,H 

r 



BocHN BocHN 
[0 112] 

x** 3-KiR, 2S)-2-7Mn-i-^^aW5;]-2 

-[4- {7- (S) -fcHft^h^AA/JK-^TS 7 - 5-7if^t°D [2 
. 4] 5— f*/} "2, 5-J?7MO^^;H7i"Jl/-b (1 

6) (5 2 4mg, 1. OOmmol) , b;i>X> (10. Oml), 3N-* 
mt*W* (2. Oml, 6eq) fh^^WV^- 1 ?^^ 
B5F(TBAB, Stag) fctfftlU 5 OTJCtl BWWbfc. 
3N««*CT»BMtiibfe*, * (1 5mlK 

(5ml) fc«Dbtd«bfe . *M*l*>*y (10ml) tc 

Oml) IC6 OXZijammm^ *(20ml) S:*jnbT^«bfc. *M£« 
«^hU9AT?«*«, ****l£W*bfe. (3ml) , ^ 

(3 0ml) fe»ftlb, 2 5TJKlTll«IBia#Pbfe. #fffl««U K 
ft*, ^MS:^@fttlt4 6 Omg (9 7%) 

[0 113] 

1 H -NMR (270MHz, DMSO-dg) 8:0. 64-1. 78 (6 H, 
m) , 1. 3 9 (9H, s) , 3. 13-3. 9 8 (6H, m) , 5. 3 2 (1 
H, m) , 6. 95 (1H, d. J = 7. 6Hz) , 7. 82 ( 1 H. d. J- 
1 4. OHz) , 8. 6 6 (1 H, s) 
MASS:m/e=476 (FABMS) 
[0 114] 

##*2 : 7- (7- (S) - 7^-5-7f^n f2. 41 *v7fr - 5 - 
£fld -8-7**0-1- T2- ^ -7JI/*P-J - (R) -2/»P^P 

3 2 ffif£#2 0 0 3- 3047811 
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[0 115] 



MS 3 6] 




0 

C0 2 H F^^v^^ 




BocHN ~ H 2 N 

[0 116] 

7 - ( 7- (s) -»s«^h^*^iK-^T5y-5-rif^Kri? C2. 
4] -6-7^n-i- [2- (s) -7**n-i- ( 

r) -8,*n*ntf*] -i. 4-^Fn-4-*w;vy-8-**# 

, l( 2 8 0»g, 0. 4 8mxnol) ^V^HAV-;V (1. lml) MM 
» C 8N-Ii(0. 48ml, 3 e a) ftWBU 70TJ«1. 5 Mftff 
Ufc. 2 5^» N'JXW^ (0. 2 0ml, 3eq) *»TU 

■MBbfe. »K*MU£«*«. jMMWC7*h-MJ* <H- 5ml) ' * ( 

o. 23mi) 2 5-cizx i mmmwht,. ffm««*u wwfc 
mmi^m^mn^^thx i o 2m S (5 6%) 

MAS S : JW*CT#*Ufci»MN*fcr-* (m/ e = 3 7 5 ; E IMS) 
ftttfl 8 : 4-(7- (S) -T^y^y^-Szvgga^B. 

[0 119] 
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[ft 3 7] 



0 



OMe 



OMe 

A CRN 



[0 12 0] 

x*/i/ 2, 4, 5 - h u 7^n - s - ^ v>f ;i/rtr- b a 

. 7lg, 6. 17mmol) , 7*b-bU* (3 0ml) , 

y (1. 3ml, 2. 0 e q) ©**E, 7- (S) -r«*T^-B-T 

**Wu C2. 4] (1. OOg, 1. 0 5eq) *»*IU 7 0"CtC 

■C7*WWUfc". «»* «fc«E«*U m*k:IW*** (6 8ml 

(3 0ml) 2 

bt. «r»*«ttu «:««; mmit^^wn^ntvxi. 93 8 (7 

6%) fcfcfc. 

[0 12 1] 

1 H -NMR (2 7 0MHz, DMSO-dg) 8 : 0. 5 6- 0. 8 6 (4 H, 
m) . 1. 18 OH, t. J-7. 2Hz) , 1. 83 (3H, s) , 3. 4 
5-4. 04 (5H, m) , 3. 74 (SH. s) , 3. 94 (2H, d, J- 
2.. 7Hz) , 4. 11 (2H, q, J = 7. 2Hz, 14. 4Hz), 7. 3 
1 (1H, dd, J-7. 2Hz, 1 5. 4Hz) 
MASS:m/e = 411 (FABMS) 
[012 2] 

M« 3 • » B-m? ^"-^^*^***^ 

[0 12 3] 



fflSE# 2003-304781 



#2002-142383 



[ft3 8] 



OMe OMe 



[0 12 4] 

2, 4, 5-b'J7;WO-3-^^^Mi(30. OOg, 145. 
5mmol) (DX*/-* (24 0ml) ®mm® (3ml) fc**U ft!M 

(10 ml) *j»*.T**bfe. fttMlOJMMIiftW* 31 *^ d. 50ml > lZ 

®mm* * oomi) *«w*»»bfc om-.nm . mmmzm 

«*aWhU9A (If) /* (100ml) lC«#b (*M > 

ttftft«U£«*U 'fHWK*«ftWft*-fX'fc^ 8 l. o l g (9 1%) ft 

[0 12 5] 

1 H -NMR (2 7 0MHz, DMSO-dg) 8 : 1. 33 (3H, t,J = 7 
. 1Hz) , 4. 0 2 (3H, s) , 4. 3 4 (2 H, q, J = 7. 1Hz, 1 
4. 1Hz) , 7. 5 8 (1H, m) 
[0 12 6] 

###|4 = 4_^_I7j= LS) - ^M-fh*>s*»#-)\<TZJ-5-TV^ 
n r«. 4l^K-S->f^ -? R-g;-7^n-S"*b»^*** 

[0 12 7] 
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[ft 3 9 ] 



boc* F rY cwt 



F rY C0 ^ ^ /v^n-V^f 

pA^p . y-i OMe 

OUe BocHN 

[0 12 8] 

2, 4, 5-b>J7;^n-3-n*^Mi^( 4 - 00g ' 17 
. 00»«iol)(Drtb=M*(4 0ml)j«C, IM*U*A (4. 7 
Og, 2. Oeq) , 7- (S) - h 5 J ] -6- 

mtfa [2 . 4] (4. 3 4g, 1. 2eq) 

fc. «f*ClWllf* (80ml) * (2 0ml) CT*i 

lCT»bfc. 3SI«*C^**> (80ml) fc*»U 2 5X3CT 1 »M«#P 
Lfc. *fffi«tt*U IBM. Mfc****^***^ 5 - 32s (73 
%) •«H»*©**ft«ff**i- ^v^D^;vr;^-;b (20ml 

) , * (10ml) fcSftlU **TCTlBM8*#PUfe. *f»«fclt*U «! 
tf*«©*mWE«*U i/U^7A?n7b^7>f- (MM**: 

a 

[0129] 

1 H -NMR (2 7 0MHz, DMSO-dg) 5:0. 4.3-0. 91 (4H, 
m) , 1. 28 (3H, t, J- 7. 2Hz) ,1.38 (9H. s) , 3. 3 
8-4. 06 (5H, m) , 3. 73 (3H, s) , 4. 25 (2H, q. J- 
7. 2Hz, 14. 3Hz) , 7. 2 0 (1H, m) , 7. 2 5 (1H, q, J 
= 7. OHz, 15. 0Hz) 

3 6 ffi$Eif# 2003-304781 
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MASS : m/e=4 27 (FABMS) 
[0 13 0] 

M« 5 : a- (7- (s) - «^^K»*»n,iK=./i/T3/-s-r**g 

[0 13 1] 



[ft 4 0] 



F^YCO z Et 




- , , , OMe 

W 0Me BocHN 



BocHN 

[0 13 2] 

4 _ {7 - ( S ) -^m^b^^*^-^^-^- 5 - 7 ^^^ 0 C2 ' 
4 ] ^+-5 -2, 6-8?7/l/*n-3-*h*S'ftA«*** ( 
4. 75g, 11. 14mmol)®x^-;K4 7. 5ml)*H*K* 3N 
(4. 0ml, 1. 08eq) ***0U 8 OtJKT 2*W« 
#b&. **** 3N*»*ftjM*.T*ttfcbfc*, 

Wfc* (9 5ml) fcttftlU ftt»«*bfc. ««H'Jf 

[0 13 3] 

1 H -NMR (2 7 0MHz, DMSO-d fi ) 8 : 0. 47-0. 91 (4 H, 
m) . 1. 3 8 (9 H. s) , 3. 3 1-3. 8 5 (5H, m) , 3,75(3 
H, s) , 7. 25 (1H, q, J-7. 0Hz, 14. 6Hz) 
MASS : m/e = 3 9 8 (E IMS) 
[0 13 4] 

6 : 2 - 5-^7;i/ ^ n-3-^h^->-4- (7- (S) - fl" (S 
^ -Tx^VXfjk] y3;>5- ^a T2. 41 h - 5 ->f 3fe 

[0 13 5] 

3 7 fflliE#2 003-304781 
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[ft 4 1] 



/V^NH* (C0 2 H) 2 



V- 7 OMe 



OMe = H 

[0 13 6] 

2, 4, 5-h'J7^n-3-^h*^Ifi?^ (4. OOg, 17 
. OOmmol) ©T*h-MJA' (60ml) flMftlC. Kt*'J^ O- 4 
Og, 4. Oat). 7- (S) - CI" (S) -7t=*Xf*] 7^-5 
_ 71J » x tfn [2. 4] - J/afSft (6. 26g, 1. 2eq) £8s 

*u iii«i*TK:T6BMB«#pufc. u ma*** 

fcMSbfc. MfcClWx*/!/ (8 0ml) fcfll*.T***, * (4 0ml 
) , W (2 0ml) CT*»MMMI>bfe. 1* 'J*** 

mtfeft, «F*ftttBi«*U fflMS:«tW^^ T7 - " s * 

[0 13 7] 

1 H -NMR (2 7 0MHz, CDC 1 3) 8:0. 3 9 - 1. 2 4 (4 H, m) 
1. 2 4- 1. 5 5 (6H, m) . 2. 6 5 (lH.m) ,3. 3 7-4. 0 2 
(5H. m) , 3. 80 (3H, s) , 4. 39 (2H, q, J = 7 .. 2Hz, 
14. 4Hz), 6. 90-7. 45 (6H, m) 
MASS: to./ e=431 (FABMS) 
[0 13 8] 

##«7 : 2. 5 -S?7;i / *n-3-:*h*S/-4- (7- (S) - [1- (S 

) -7x-;^f^i 7$ ;-5-7 ^n [2. 41 /v7h-5->f 5fe 
MB 

[0 13 9] 
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[ft 4 2] 

Ph-^-N = H 

= H 

[0 14 0] 

2, 5-^*n-3-^h*f-4- (7- (S) " CI" (S) -7i 

n^x^;b] [2. 4] /v7h-5 — f/u) SScAMx 

(6. 2 2g, 14. 4 5mmo 1) ©X#/-/b (9 3ml) 3 
N-*«Mfc*U9A (5. 3ml * X - leq) *^* U 80'CICTI. 5B# 

»bfe, nmm^mm^jv (50 mi) &jd^t»»«, * (50ml 

X2BS) CtlWtWbfe. (&0m 

1) s»inu 2 5tncrmMB«#Pbfe. #rffi«*ai*b'riMHfc 

fc**fe*fti:bT4. llg (71%) ft*r*«fc«i£«£l- ^® 

««tt»xf^ (lml) 'N*^ (30ml) &&flHLT 2 5 °C£ 

8 3 g (14%, *tf 8 5 %) 
[0 14 1] 

1 H — NMR (2 7 0MHz, DMSO-dg) 8:0. 4 5-0. 9 1 (4H, 
m), 1. 23-1. 35 (6H, m), 2. 59 (1H, m) ,3. 37-3 
9 3 (5H, m) , 3. 8 0 (3H, s) , 7. 12-7. 3 2 (6H, m) 
MASS:m/e=403 (FABMS) 
[0 14 2] 
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ij§2 0 0 2- 1 4 2 3 8 3 

mm) 
[ft 1 1 

H 



in (4; A 

_____ " , ' R' 

R Z * ' R 3 HN (5) 

(3) „i 

NH 



0 




COR 



(6) 



-irSpF OR' - R°HN 

R (8) 

R'HN 



0 

_ JL CO.H 



ftp 




R HN 

(2) 



i 
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ffi 0 A 



[000002831] 

1. 3EJ5¥J! 0 1 9 9 0^ 8j| 2 8 H 

ft ffi S^iWH«3TSHSl0f 

ft * m-mmm^n 

2. II^HB 2 0 0 3# 4H25H 

ft ffi *3SC»tfABH*«3TB 1 4#1 0# 
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